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Preparation of 1, 2-diphenylpyrroles as 
cyclooxygenase-2 inhibitors 
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Keisuke; Ushiyama, Shigeru; Kawara, Akihiro; Miyamoto, 
Masaaki 

Sankyo Co., Ltd., Japan 
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AB Title compds. [e.g., I; R = ZS02R1; Rl = alkyl or NHRa; Ra = H, alkanoyl, 
alkoxycarbonyl, etc.; R2 = (un) substituted Ph; R3 = H, halo, 
(un) substituted alkyl; R4 = H, (un) substituted alkyl, aryl(alkyl), etc.; Z 
= (un) substituted 1 , 4 -phenylene] were prepd. Thus, 4 - (MeO) C6H4NH2 was 
condensed with 4- (OHC) C6H4S02Me and the product treated with Me3SiCN/ZnCl2 
to give 4 - (MeO) C6H4NHCH (CN) C6H4 (S02Me) -4 which was cyclocondensed with 
CH2:CHCHO to give I [R = C6H4 (S02Me) -4 , R2 = C6H4(OMe)-4, R3 = R4 = H] . 
Data for biol. activity of title compds. were given. 
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RL: BAC (Biological activity or effector, except adverse); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; USES (Uses) 

(prepn. of 1, 2 -diphenylpyrroles as cyclooxygenase-2 inhibitors) 
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CN Benzenesulf onamide, 4- [2- (4-f luorophenyl) -lH-pyrrol - 1-yl] - (9CI) (CA 
INDEX NAME) ~ _ 
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CN Benzenesulf onamide, 4- [2- (4 -f luorophenyl) -4 -methyl- lH-pyrrol - 1-yl] - (9CI) 
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CN Benzenesulf onamide, 4- [2- (4-methylphenyl) -IH-pyrrol-l-yl] - (9CI) (CA 
INDEX NAME) 




RN 197904-30-6 CAPLUS 

CN Benzenesulf onamide, 4- [4-methyl-2- (4-methylphenyl) -IH-pyrrol-l-yl] - (9CI) 
(CA INDEX NAME) 




Page 3 



# 



RN's in US 5,908,858 (09/678,218) 

197904-31-7 CAPLUS 

Benzenesulfonamide, 4- [1- (4 - f luorophenyl) -lH-pyrrol-2 -yl] - (9CI) (CA 
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CN Benzenesulfonamide, 4- [2- (4-f luorophenyl) -4 -phenyl -lH-pyrrol-l-yl ] - (9CI) 
(CA INDEX NAME) 
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CN Benzenesulfonamide, 4- [1- (4 -methylphenyl) -lH-pyrrol-2 -yl] - (9CI) (CA 
INDEX NAME) 
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CN Benzenesulfonamide, 4- [4-ethyl-2- (4 -methoxyphenyl ) - lH-pyrrol-l-yl] - (9CI) 
(CA INDEX NAME) 
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CN Benzenesulfonamide, 4- [4-methyl-2 - [4- (methylthio) phenyl] -lH-pyrrol-l-yl] - 
(9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [2- (4 -ethoxyphenyl) -4-methyl-lH-pyrrol-l-yl] - (9CI) 
(CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [4 -methyl-2 - (4-propoxyphenyl) -lH-pyrrol-l-yl] - (9CI) 
(CA INDEX NAME) 
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Benzenesulf onamide, 4- [2- (3 -f luoro-4 -methoxyphenyl) -4 -methyl -lH-pyrrol 
yl] - (9CI) (CA INDEX NAME) 



Page 10 



RN's in US 5,908,858 (09/678,218) 



O 
II 

S-NH 2 



-OMe 



\\ // 



197904-89-5 CAPLUS 
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Benzenesulf onamide, 4 - (4 -methyl -2 -phenyl -lH-pyrrol-l-yl) - (9CI) (CA INDEX 
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RN 197904-98-6 CAPLUS 

CN Benzenesulfonamide, 4- [4- [ [3- (cyclopentyloxy) -4 -methoxyphenyl] methyl] -2- (4- 
methoxyphenyl) - lH-pyrrol-l-yl] - (9CI) (CA INDEX NAME) 
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yl] phenyl] sulfonyl] - (9CI) (CA INDEX NAME) 




Me 



RN 197905-00-3 CAPLUS 

CN Acetamide, N- [ [4- [2- ( 3 , 4 -dimethylphenyl) -4-methyl-lH-pyrrol-l- 
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CN Benzenesulfonamide, 4- [4-methyl-l- [4- (methyl thio) phenyl] -lH-pyrrol-2-yl] - 
(9CI) (CA INDEX NAME) 
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CN Benzenesulfonamide, 4- [1- (3 , 4 -dimethylphenyl) -4 -methyl - lH-pyrrol-2 -yl] - 
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(9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [2- (3 , 5 -dime thy lphenyl) -4 -methyl - lH-pyrrol-l-yl] - 
(9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [1- (4 -methoxyphenyl ) -5 -methyl- lH-pyrrol-2 -yl] - (9CI) 
(CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [5-methyl-l- [4- (methyl thio) phenyl] -lH-pyrrol-2 -yl] - 
(9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [1- (4 -chlorophenyl) -5 -methyl- lH-pyrrol-2 -yl] - (9CI) 
(CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [1- [4- (methyl thio) phenyl] - IH-pyrrol -2 -yl] - (9CI) 
(CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [1- (2 , 4 -dichlorophenyl) -lH-pyrrol-2 -yl] - (9CI) (CA 
INDEX NAME) 
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CN Benzenesulfonamide, 4- [1- (4 -ethoxyphenyl) -lH-pyrrol-2 -yl] - (9CI) (CA 
INDEX NAME) 
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CN Benzenesulfonamide, 4- [4 -methyl -2- [4- (methylsulf inyl) phenyl] -lH-pyrrol- 1- 
yl]- (9CI) (CA INDEX NAME) 
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CN Benzenesulfonamide, 4- [4-methyl-l- [4- (methylsulf inyl) phenyl] - lH-pyrrol -2 - 
yl]- (9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [1- (3 , 4 -dichlorophenyl) -4 -methyl- lH-pyrrol-2 -yl] - 
(9CI) (CA INDEX NAME) 
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yl] - (9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [1- (3-chloro-4-methoxyphenyl) -4-methyl-lH-pyrrol-2- 
yl] - (9CI) (CA INDEX NAME) 
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yl] - (9CI) (CA INDEX NAME) 
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CN Benzenesulfonamide, 4- [1- (1, 3 -benzodioxol-5 -yl) -4 -methyl- lH-pyrrol-2 -yl] - 
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CN Benzenesulfonamide, 4- [1- (4 -chloro-2 -f luorophenyl) -4 -methyl -lH-pyrrol-2 - 
yl] - (9CI) (CA INDEX NAME) 
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yl] - (9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [2- (2 , 4 -dichlorophenyl) -4 -methyl -lH-pyrrol-l-yl ] - 
(9CI) (CA INDEX NAME) 
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CN Benzenesulf onamide, 4- [2- (2 , 3 -dichlorophenyl) -4 -methyl -lH-pyrrol- 1-yl] - 
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CN Benzenesulf onamide, 4- [4-methyl-2- (2 , 4 , 5 -trimethylphenyl) - IH-pyrrol-l-yl] - 
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CN Benzenesulfonamide, 4- [2- (4-chloro-3-methylphenyl) -4 -methyl -lH-pyrrol-1- 
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CN Benzenesulfonamide, 4- [1- (4-mercaptophenyl) -4-methyl-lH-pyrrol-2-yl] - 
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CN Ethanethioic acid, S- [4- [2- [4- (aminosulf onyl) phenyl] -4 -methyl- 1H -pyrrol -1- 
yl] phenyl] ester (9CI) (CA INDEX NAME) 
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RL: RCT (Reactant) ; SPN (Synthetic preparation) / PREP (Preparation) 
(prepn. of 1 , 2 -diphenylpyrroles as cyclooxygenase-2 inhibitors) 
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CN Benzenesulfonamide, 4,4'- [dithiobis [4 , 1-phenylene (4 -methyl- lH-pyrrole- 1 , 2- 
diyl)]]bis- (9CI) (CA INDEX NAME) 
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